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1/ 



iwm%] mm* 

[m&Mi] &<D—®C& (I) -C^Sfraft^-CfcoT, &<D (A) Xtt 



7;v*;ia ^d^a ^D7;^iK kKn^->7W, XfiT^y 

to 

JV75/> ^7W7?y, a/kn^/K ^y7;^;v*;w^^;K vT 
/Mr/i/a/p/*** /K y7A 7'J-;k 7V-^t;^;k X»4^#Jfell*ilt 
3fe&^1-<, w^7V-;v7^;vo7'j-;W, tv-zk Rtf^iSfea* 




(I) 



(A) 



2003-3070004 



2002-189269 ^ ^- v : 2/ 

Knk: 0 i;^>-3-'f;K 1, Kne'j^>-4->f /K 5-tf'J 

n 4-tfi;^v-;K 1, 2-ytKoif'J^>-3-^K 1, 2-yfcF 
u\£vrV>-4 — OK 5-tf'J<y^K 5.^ 2 -lf9S>-/H±, 1~34® 

o 

757, ^7;i/^7 5/ , y7W7<;, Xfi v7 J lj „ R 
3^ 2 -t°7y- ;H(^ft^ 1 ~ 7 10 <7) r )V * ;vesm £ *lT v> T J: v> 3 

- e V y>t»$,S Sr m < o 
(B) 

o 

[l»*#2] (A) <Dm^$> «3 , 

r2^\ ;no^>, X(i^ar;v^r;v-e*>i9. 

- 4 — T ;K 5-b''M v ~ ;K Xfi 2 - fc? 9 ^T?& & > 1 f2*£<£> T 

im^m 3 ] (b) ^it^-e&i?, 

Ri^ 4 l — f;v-e^>i9, 

R2#*\ 7; vtn, ^nn. 3-h\ 3U£ h V 7;Vtn^f;vf^, 89 

> 

R3^\ 3 - tfy y;i/-e^^>, flfcfcg 1 fBm^r 5 Kif^#X{i-5-omo 



tB§E# 2003-3. 0 70004 



12 0 0 2- 1 8 9 2 6 9 ^ ^- P : 3/ 

[»3fcg4] T 5 KftVft (I) ^ (1) ~ (1 3) <Dit&mfrb* 

o 

(1) 3-7'n^-4- (4 -**f-frMu i?>— 1 ->r/u.**-/u) -N- |4 
-7^;l/-3- [4- (3-fc°V^;v) try 5 S»- 2-^7 5/] "7^- 

(2) 3-3— K— 4 - (4 -^f-;nf^7 v>- 1 — f;v^^;^) -N- |4 
-7^;v- 3 - [4- e'J5yy-2-^;V7</] 7x^ 

(3) 3 -7 nn- 4 - (4 ?-;i/fcf^ v>- 1 ->f -N- |4 
-*7-)l>- 3 - [4- (3-tf.V^-;V) enyy-2-^^7 5 7] "7^- 

(4) 3 --7;v^-n-4- (4-^^-;m , ^7> ? >- l --f ;vpf^-;v) — N — j 
4-^^;v-3- [4- /I/) e i Jv>^-2-'f;l'T5y] 7x 

(5) 4- (4-^f;v^7y>-l-^;v^f;i/) -3-h 1 J7Wn^f 
;V-N- |4 -7^;V- 3 - [4- tfV 5^>-2->f n/7 

(6) 4- (4 -T^Vfcf^v^- 1 -^f;V7^;v) -3->V7Wn^f 
;v-N- |4 -7^-;v-3 - [4- (5-fcf; 5 v^v) M v 5 v>-2 -^T;v 

(7) 3 -7'n^e- 4 - (4 -7.^-;nf^7> ? >'- l -^f;v^^-;i/) -N- |4 

-7^;V- 3 - [4- (2-k?7v f -;V) fc°V5y>-2 — 0^757] 7^- 

(8) 3 -7n^- 4 - (4-^f;i/tf^7^-l-^f;Mf;i/) -N- |3 

- [4- (6 -7nntfi; y?>-3 — f;v) if y 5 V>- 2 ->f ;i/75 7] -4 
-^fJV7x- ;v( ^>X7 5 K\ 

(9) 3 -7'n^-4- (4-^f;Vk^7yV-l-^f;^f-;V) -N- |3 

- [4- (5--yv*WJ>-3-s( )l>) fefy 5 v^-2--f ;V757] -4 
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^prM 2002-189269 ^ ^- v : 4/ 

(10) 4- (4-^f;vtf/<7y'>-i-^;v>f-jV) - 3 - h y 7)\/jru* 
^;v-N- |3- [4- (5-rn<ttfv>?>-3-^;v) try 5 v>- 2 --f 

(11) 3-^D*-4- (4-^f^^5^>-l-^f^f^) — N— | 

3- [4- (1, 2-vtKnif'J^>-4-'f;i/) fcf'J 5 V s 2 ->f ;vr 

(12) 3-7*n^-4- (4-^f;Hf^9v>-l — f;l^^) -N- I 

4 - 7^;v- 3 - [4- (3 -fcf v t' l J5^>-2— f^T^y] 7 

(13) 3 4 - ( 4 - ^ v > - 1 - f ;v) — N — | 
4-^^;v-3- [4- ey 5^>-2--r^T5y] 7 

BCR-ABLf nv>^'j — -If ISW^llo 

[it m 7 ] w^i~4tBmoT5 Fmmtexi* j tv>M*&®})&frb'r2> 

fttt#*tt&jlL#HM*i|. 
[0 0 0 1] 

BCR-ABLfny>^f-fe* (Shtivelman E, et al. : Nature, 1985, 315, 5 
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2002-189269 ^ v : 5/ 

50-554) l±»fifl?»«J||»[«rgiSjBi-t-^ -€-Ofim«rffi*"t*<t^»«±, BC 

(Daley G Q,et al. : Science, 1990,247,824-830) 
[0 0 0 2] 

b c rt±M2 2»rfe# N ab 1 (*& 9 StettK^I-fcatte^-C* D , 

2 2^#t09^fe#o^tcj; 15 74 yr^yj rm&mmj&zin&o m 

^fo<Om*frmM'?$> ^BCR-ABLt^ fny>^rf- -tffiHtfc^-*- Z> * 

ttf^abtLX^Z (Daley GQ,et al. : Science, 1990, 247, 824-830) o 
tot, BCR-ABLfovw- &m&*m.W1r&Z.t\ l zJ: *K fg^rf- 

*C**o HflUB*#1-**4&fc (SMttK, #HFP6-8 7 8 3 

[0 0 0 3] 

K&WiMfffc: L i -9 i: 1" 

[0 0 0 4] 

[rjb * h tz t> (D^m 

[0 0 0 5] 

##Wt±, &*>-«S; (i) ^s^Mfc^trefco-c. (a) xi* (b 



tBfE# 2003-3070004 



Wk2] 




(I) 

(A) 

"To 

58H«:> 1 ~3jI<7>|W}— 7/Mr;K An^>, ^nr^, t K 

RSji, 3 - tf y 3 - try ^7~;k 4 - tr y ^v-;k i , 2-yt 

Kntfy ^>?>-3--r;K l, 2 -v^t: Kn tfy ?i?>-4 --f/K 5-fcfy 
^ Xfi 2 - tf9 Cfr*4 3 - tf y v;k 3 - tf y 

> 4-tfy^v ? ~;K 1, 2-*JK Kntfy ^^>-3-^f;K 1, 2-ytF 
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-/K r^y> */7;^;v7^, ^7^^75 7, Xtevry-c&^K R 
H s 2 - 1: 9 V- 1 ~ 7 ISO T ^^^-eft £ *LT T & i 3 

- tf y y>T & £ Ibl^tr £ UK o 
(B) 

Ri(i> 4 - ^ f ^ 7 y > - l - ^ ;v^if 0 

r2{2. "7;i/^-n > ^nn. 3-h\ 7*n^ Xfih'J7;i/tn^f;i/^f 

o 

R3{±, 2 - \L=y V=-frJL\± 3 - e V V)V%m.lTo 
[0 0 0 6] 

_t|Bco-^ (I) -cmZfr2>fc&M<V*'?1frt V^ib&VtW, #C*> (1) ~ 
(13) <7>T^ FSI^#:*fv:{±>e<7)mT^^>o 

(1) 3-^^-4- (4-^^;Vtf^9v ? >- 1 --f;Vp{^-;V) — N— 14 
-y 3 - [4- (3-tf; v*-;v) ifi; $ v>- 2 --f;vT5 7^- 

(2) 3 — 3 — K — 4 — (4-^^;l/e^y> ? >- 1 -^f;v^^;v) — N— j4 

-yf-;i/- 3 - [4- (3-tfy tfi; ^ v^-2 -^;i/T^ y] y*- 

M ^>X7^ h\ 

(3) 3-^nn-4- (4-*j-)V\?s<7i?y- l -N- )4 
-y^;v-3- [4- (3-e'jy-;v) tf 'J ^ 2 ;i/7 ^ y ] y ^c- 
M ^vX7 5 h\ 

(4) 3-"7;v^-n-4- (4 -y f-^tf^^^^- l ->f ;vy^;i/) -N- I 

4-y^;^-3- [4- (3-t°iJ H° V 5 5»- 2 ->f ^ y ] 7x 

(5) 4- (4-^f;H;'^7y>-l-'f;Mf^) -3-hV7;i/tn^f 
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2002-189269 A : 8/ 



;v-N- {4-y^;i/-3- [4- (3 -if 1 ; /i0 fcfy ^ v>- 2 ->f ;vr 
5 y] 7x^;v| ^>X75 h\ 

(6) 4- (4 —tmsVijyy— l --f/i^^/iO -3-f'J7;vtn^f 
;v-N- {4 - y^;v- 3 - [4- (5-ey^v~;v) ify ^ 2 -4A> 

(7) 3-7*n^e-4- (4-^f;vt?^7^>'-i — f;vy?-;i/) — N— |4 

3 - [4- (2-^5^^) if y ^ v>- 2 --f ;vT5 y] 

(8) 3-/n^-4- (4-y^;nf^^> ? >- 1 -^f;vy^-;v) — N— |3 

- [4- (6-ynntf y iSy- 3 -4 fr) if y ^ 2 ^7 5 y] -4 

(9) 3 -y'n^e- 4 - (4-y-^;vif^7> ? ^- 1 --T;vy^-;v) — N— |3 

- [4- (5-rn^eify ^^-3-^^) if y ^ 9 Jv- 2 -4)vr ^ y] -4 
-^f;v7x-;H ^>X7 ^ K N 

(10) 4- (4 -yf-;nf^^^>- l ->f;vy^-;v) -3 - h y 7Wn> 
^;v-N- 13- [4- (5-yn^Etfy v>-3 — f ;v) tfy^v^-2 — r 
;vr^y] -4 - ^f;v7x-jv| ^>X7^ K, 

(11) 3 -yu^e- 4 - (4 -y ^-;nf^7 l — f^y^;v) — N— I 

3- [4- (1, Fotfy yyz/- )v) if y S 2 ->f ;vt 
u] -4-y^;vyi-;w| ^>xr^K 

(12) 3-7*n^-4- (4->f;m'^7v ? v- 1 -^T;vy^;v) — N— 1 

3 - [4- (3-tfy^v-;v) if y ^ 9 J-y-2 -4 frT< y] 7 

(13) 3-7*n^e-4- (4-y^-;vtf^vv>- 1 --f ;vy-f-;v) — N— I 

4- yf-;v-3- [4- (5-ey^y^;v) if y ^ v>-2 ->f ;vt^ y] 7 

[0 0 0 7] 
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^^m. 2002-189269 ^ ^- v I 9/ 

ftfaBBRfc Ittfflt^^. (Deninger W N, Goldman M, Melo V:BL00D,2000,96,33 
43-3356) o 

-LI5 (B) <Dit&VM±* #W¥6 -8 7 8 3 4fOTO 0 2/2 2 5 9 71: 
[0 0 0 8] 

jar * 0 

om<vi><D, j^^;k n-^nt*^ * v/ne/K n-^;v 

> ^V7f;V> sec-7*?-;K tert-T^)V, n-^>^;K 'fV^V^ n- 
[0 0 0 9] 

r;v^r;v^;w^^;i/j ©7;v^wtLttt, frfa^r^M^f 

o 

[0 0 10] 

rr';-;i/r;v^r^J ©7V-^fcuii, itfBorv-^^W £>*l& 

o 

[0 0 11] 

-eny/k, 3-t?m;;K 3->f>K'J;K 2-7 7-;K 3-77-;K 3 
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2002-189269 A ^-v : 10/ 



-^'/V75-)K 2-3^— ;k 3-^~;k 3 -^>v*^j-~>>k 2-*- 

ya-^yy/K 2-fry <l J^> 5-f ry^w 2-^ 
vyfTVj^ i--f s^vu/k 2--r^^v^;;K 4 — f§r/y^ 2 

_^>X-f 5 r/VJV, 1H-1, 2, 4-h 1 J7 > /HV-l-/f;K lH-f 
T>7V*-^-5-'f;K 2 H-f >7V-;v-5-^JK 2-tfi;v;K 3-tf 
V v;K 4 - H° V y ;k 3 - fc: 9 y*>f >K 2 - 1: U ^ v>-;K 4 - fc? V S v~ ;v 

> i, 3, 5- h , ;Vv ? >-2 --f ;k 3-ei;^v^;K s-f'jv^^v 

[0 0 12] 
[0 0 13] 

^Nnr;v^;vj £: Itli, «£lf % h V y;i/*u^ 2, 2, 2 - h V 7 
[0 0 14] 

TTv;vj £LTi±. RifiU~~i i<Di><D, ^ijx.{i\ r-fe^-;v> 
ynt:>-;K T^V/K >fV7*?- , ;>K "S>VM>K l-t7h>f^ 2-^-7 

[0 0 15] 

fiH&oT, H@~3l@#A,-e^T*> J:v\ 4~8MI^P^^^f ibtt^o 3& 
^lit^v'K^UUv^ Will b°m;v^;K ^'Jy-JK 
[0 0 16] 
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^-v : 11/ 



[0 0 17] 

Ut3\ 



c^*, r!> r 2 > R3i±Mmtmmr*$>& 0 ] 

;v v-f ^ 1 - 3 - ( 3 - *J* f^r ^ J y'u tf;v) * 

-J^^^'J;V7y*K) ri*4£ffi$*L % (iilf, >.jif;v7rA N, N 
4-^^75^'']^ 1, [5. 4. 0. ] V>f* 

7 -x-xomw&M) ofttexmm&T^ -20-100 vx^m^f 
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^p®2 0 0 2 - 1 8 9 2 6 9 ^ : 12/ 

n^->3/N^5 f$o £jnx.&c:t t*r?§*o rsssw*. mft&xmiffl 

-2 0-1 0 or-CRjSSrtfdo LT. flflxJf 4 f-;VT 3 

[0 0 18] 

-8 7 8 3 4^Kmm<D-ftmtW\ffi<Dj5mK£ ^lif^it^i^,, 
[0 0 19] 

Wk4] 




, I, OTs, OMef ©Mi^ito ) 
Itl 
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*fc^4 (#8£{f. ^]R|B«0^ (J. Med. Chem. , 43, 1508 (2000)) CfDt 

s>\ n, N-^yyn^xf^7rA ^m* 1 ;^. jtafc***- h; * 

A^W^C^ s f^o «ffl**L&»fcfcLT»i, BUS^I^L&tttUfiff 
N, N-^W;VA75 K. N, N—7^f;i/7-k>75 Kfc^OT* KIR 

JSB#IB!«\ 4£ffi"t*]SJftOtt£u RSiaffiJCtoTM^^^ If 3 0^-2 4 
[0 0 2 0] 

Iff 2 

^ «m<^ i ? M^Lt te7jC$Hb^ f'J7A, Tjcm-fbTJ V7 A & 

yfcxwt i ttf, ol^i^ftf £ £ t a*-e $ a o RJfcifiJKtt o~ioo "CtMrfc 

tt, KBv$mi*mi$3 ot>~2 4b#h-c**<, 

[0 0 2 1] 

«%2 
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[ft 5] 



12002-189269 



^-v: 14/ 




U R5(iT;v^r;v^^1"o ] 

n&&^ ant. i~2 4itW3&*ast?*&o 

£ tzft&yo (I) «\ ft-^%7i:8^P>> J. P. Wolfed AftfcSSrffi 
V*fc#& (J. Org. Chem., 61, 1133(1996). J. Org. Chem. , 65, 1144(2000) . ) tzXv 

xi>m?&x%2>o 

[0 0 2 2] 
[0 0 2 3] 
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^-v* : 15/ 



[0 0 2 4] 

[ft 6] 



c^f, r 1 , r 2 > R3imm£mm-e$>&o ] 
#^ (i) twzzo Kfoimmzmm*, 20-20 orr^f 

f£^*y-;K ^*/-;k 2-7 p n^v-;w 2 h ^-'s^? J ¥<o 
l ~2^;v*. Sfrtlcf^ i~i. 2^;vfi:T^!9^ RJSBf^i;^ l£JE-f& 

m-f- h v v a, 7xm^ hv-^A, 7xm<b^ v «#nu ^ t 

[0 0 2 5] 

m$Mb^tf^&Mb'^%9te> ft&m 7 Z$:mm<v1j& (J.Med.Chem.,18,1 
077(1975)) i:if)y7t^ K tfrfB^tZ £ £ £ J: V) . ^I47t«#*nm<7) 

mmk&mx~*>z>ft&m 1 0 »±, mmw-6- 8 7 8 3 
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'fig 2002 — 189269 ^ ^- V I 16/ 



[0 0 2 6] 

[ft 7] 




C^f. R 1 , R 2 . R 3 ^Htriei:lwiat:^^>o R 6 . R 7 ^ RfyiT^^fc^U 

JE&tt, ffl&tf^^AflMfc^T. Jte§***fc*K 2 0-2 0 or-Cfi^o - 
-o- b V "7 -r >0 ^?'77A & Steffi $ *U KJS»*fcW\ RJ&fc:W# 
> N, N-^W;i/AT5 b\ N, N-y^W-bh7< K££*<£>7 5 K 

oT*ft4^ 11 1~4 8mffl-t>mmx*$>2>o 

[0 0 2 7] 

WMk&mX'jb&ik&qiQ 1 If*. Mill t4-t Kndrv- 2 - ( 

miiE# 2003-3070004 



2002-189269 ^ ^- v : 17/ 

^f-^*) fcT i ;5 5»fcRjE&3*fcfk **v:&4fc^ A,T*#L3 (Bioorg.Med.C 
hem. Lett., 11,2235(2001)) 1rZ>-t)\ XI*', 4\&Q07t2, 4-^onf'J> 
-J>^m^X^cm (J. Heterocyclic Chem, 37, 1457 (2000) ) |3ifeO:fr8cK J: oT 

[0 0 2 8] 

^mtLTti. &m, $kit?mwL, mm, mm*mmmv>VL. mm, ?^>m 

>*;i/*>#U ^ ^ > ^ >H4 if©|f«©I^ if if & i fc i ^ o 
[0 0 2 9] 

#5HBte«*'ffc'&»WU &&<D&MmK7FtX 7 ^ HriBO^R|SF 6 - 8 7 8 
3 4 iC^ffcftj \Z fflTF £ tLX ^ & tf V 5 i?>mmfe^}tLX, BCR-ABLf 

uzs>*i-~-i£<Dm.mmmm^o ttz&mz&^x, mia^es 5 ? 6 - 8 7 8 
3 4^Kmm<vit&mfcttir&MmMmtfmm.Lx^2>j>K *mttk&mi*, m 

W&MmKttLXi>BCR-ABL^Visy*^-^<7>m.WWi&*%-?2>o Z(D 

jr, tftt-i-fttt&jflL^, -tttr^^'ttem ^tt#fitteifiL^> 

[0 0 3 0] 

ttx^mmm^w^fi^m^^^^m^^, wins 0.1-99.5% 

> 1fttL<te 0.5-90%«r^tf &E*«UftJ»fcLr, A**tpHWL»W^a^ 
[0 0 3 1] 
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2002-189269 ^- v *. 18/ 

BCR-ABLf nv>^rt" *lfi«yX»±«tt*fitte JflL*!M«*l tLX<D 

Vtzl^Wttet & Z tj&mt tv^ SHirti, ^Ai:^Lt^Hii:#l.^!|tl 
0«*ttLt, lB*fc»K 0.1~1000mg/t h <0|£H, t < ti 1~5 

£fc&&£o ££l H 2~3SHC##JLT&^-££fc&-e§£o 
[0 0 3 2] 

[mm 

[0 0 3 3] 

1 

3-rn^-4-^f^lff 1 0. 0 0 g*J-^y-;H 0 0m 1 KMM 
U Mcm2. 7ml £^2JDLT2 2^KM«5fLbfc 0 ?»£MEE|g*#L H 

^^7K7K^inx> mnikMym^Yvv&Tkmm^x^m (phs) t/ci^ ^ 

T?«£^*U Bfttffc-8^1 0.9 9 g^^fei»tLt#fCo 
lH-NMR(CDCl3) ^ :i.39(3H,t), 2.45(3H,s), 4.37(2H,q), 7.29(lH,dd), 7.87(1 
H,dd), 8.20(lH,d) 
[0 0 3 4] 

ftfE# 2003-3070004 



^pgg 2002-189269 ^ v> : 19/ 

X3S2 

3-^n^e-4- i^p^2LgL?k) ^M^B^z±Jk 

Ifik&mte, » (J.Med.Chem., 2000, 43(8), 1508-1518) mM^m^ 
£TWk&Lfz 0 Xm. 1 <b 3 - y n 4 - ^ •f-^l^m^-^ 1 0 . 
0 0g«jmil2 5mli:ijSU N-7n^^^i^5K6. 8 3g 
, lij^>^JV8 0mg^aLt, (1 5 0 0W) HB£j-T> 8^^ 

L*z 0 MffiT^fc^SrU 13. 0 2 g ^Mtttltf^o 

lH-NMR(CDCl3) £ :i.40(3H,t), 2.45(3H,s), 4.37(2H,q), 4.60(2H,s), 7.52(1H 
,d), 7.96(lH,dd), 8.24(lH,d) 
[0 0 3 5] 

urns 

I@2-e#f>tL7^3-'/n>=e-4- (/n-t^f^) $Iftif;H 1. 4 
0 g ^i7krh7tKn77>l 14ml U &m&m* V 3 g 

£^#ltfJL 7;vn->#H^T\ Ifit*L^f)N-^iHi^7y>2. 8 
6gOrf7tFn77 1 0 m 1 * 1 0 ftfrlfXffiT Ltz 0 4 mm 

*7A^07>^77^tffilU BfiMfr8-*»7. 5 3 g£fmfe?i^tf£L 

lH-NMR(CDCl3) § :i.39(3H,t), 2.30(3H,s), 2.48(4H,br), 2.57(4H,br), 3.63( 
2H,s), 4.38(2H,q), 7.57(lH,d), 7.94(lH,dd), 8.20(lH,d) 
[0 0 3 6] 

XfI4 

3 - 7p^&- 4 - ( 4 - * ±ik v- i - ^ ±ik) ^jmsbs 

) £Jt#^^ 2. 00g^^7-^40ml £?g#U 1 NTK^k^ h V 
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^atk«f«8. 8mi»Du, i mmmmMm.Ltz 0 mn*wiE&&fc m 

Wfc*4 0ml £ira&igfl? x-f;M0ml T*$;2§M^ ;fcJf ti?jci£T 

lNtfCtftt (pH2) tLtZo St^tHC h;t^>5 0m 

1 *J)Dx.T***»»*-f-*iW^*3ia»»)igU ffi^J»2. 5 6 g^tefeM 

1H-NMR(D 2 0) 5 :3.04(3H,s), 3. 72 (8H.br), 4.66(2H,s), 7.74(lH,d), 8.05(1H, 
d), 8.33(lH,s) 

[0 0 3 7] 

JM5 

mmmwLtzo mmLtz^^mML, v^)v^.~-y-)vx-m 

if-fC, 1 . 3 4 g 4r^-fejgfifc LT#£ 0 

»j£ 229-231^. (53*ft¥) 

lH-NMR(D 2 0) * :3.05(3H,s), 3.83(8H,br), 4.71(2H,s), 7.76(lH,d), 8.07(1H. 
dd), 8.37(lH,s) 

[0 0 3 8] 
###J2 

3 — 3 — K— 4 — (A -**Jls}m*J>- 1 -4 )V*+)V) JU&UV 

£ 3 - 3- K- 4 T-JV&MMmzm^XM&LtZo 

WL& 2 1 8 ~ 2 2 0 °C (frffi) 
lH-NMR(D 2 0)5 :3.09(3H,s), 3.86(8H,br), 4.71(2H,s), 7.77(lH,d), 8.13(1H, 
dd), 8.66(lH,d) 

[0 0 3 9] 
##M3 
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3-»nn-4- (4 -^^;i/tf^vv>- 1 z^jJkJL±Jkl ^/^»p') 
##M 1 P^o^-e, I® 1 x* 3 -rn^- 4 - * f;v^tffoftfc 0 

^3-^nu-4-^^-;^m#m%ffl^Tm^LfCo 

M& 2 4 5 ~ 2 4 7 X 
lH-NMR(D20)S :3.07(3H,s), 3.84(8H,br), 4.71(2H,s), 7.79(lH,d), 8.06(1H, 
dd), 8.2l(lH,s) 

[0 0 4 0] 
##$14 

3--7;v^-n-4- (4 fijk^£ig_2-^jz "I — 4 2k2L£ikj ^>v*^;i^p 

^3--7;v^n-4-^ f-^M^M^m^xmM Ltz a 
M&ffigk M&2 4 2-2 4 4°C 

lH-NMR(D 2 0)^ :3.01(3H,s), 3.63(4H,br), 3.84(4H,br), 4.63(2H,s), 7.68(1H 
,t), 7.89(2H,t) 

[0 0 4 1] 

vm;v*p'j k r.mmm 

&c 4 - ^ 3 - h y y )V^ru^M^W.^M^xmk Ltz 0 

wm&m& »jft2i4-2i6t; um) 

lH-NMR(D 2 0) d :3.02(3H,s), 3.8l(8H,br), 4.70(2H,s), 7.91(lH,d), 8.32(1H, 
d), 8.44(lH,s) 

[0 0 4 2] 




tBliE# 2003-3070004 



12 0 0 2- 1 8 9 2 6 9 M ^- *J : 22/ 



IHl 

3- (yVW^y) -1- (5-bTiJ - 2 --7°n^y- i -±y 

*fls£4b«\ mW&&&2 7 0 6 6 8 2f) IBIft CTSHS L 

fco 5 -T-fe^;Vti 01 ; 5 (Khim.Geterotsikl.Soedim., 1981, (7), 958-962 
) 1. 5'4gi:N, N-^f K ' ''^f ^7*^-^6. Olg 

f-^fcira&TtfffiSfcafflfcU Bfl9ft#« 1 . 5 2 g fcaHftfelMi: Ltftfco 
Hi * 1 3 3 ~ 1 3 5 V 

lH-NMR(CDCl 3 ) S I 2.98(3H,s), 3.22(3H,s), 5.62(lH,d), 7.89(lH,d), 9.17(2H 
,s), 9.27(lH,s) 

[0 0 4 3] 

urn 2 

1- (2-^f;v-5--fn7x-;v) ^7~v> fflt&& (4W&*#2 
7 0 6 6 8 2f) 135g ^T^lb^ h U 7A 2 1 g O^tK&SS 1 . OL^il 

ttJfttr, BfiMfc^l 0 2 g*ftft6Jgft£ LT#ft. 
1 3 5 - 1 4 2 r 

lH-NMR(DMS0-d6) «5 :2.16(3H,s), 5.31(4H,br), 7.3l(lH,d), 7.48(lH,d), 7.59 
(1H, dd) 

[0 0 4 4] 

131 3 

f4- (5-\£V <y~)V) fcf i) 5S?^-2 ->f 
JMl"e%bKtz3- -1- (5-lf';5y-^) -2- 

rn^v-i-tvi. 5 1 gtc, JM2X-'&t>fitz 1 - (2 5 
Fn7x^;i/) m^Vl. 6 6 gfciSSinU 1 2 0*C"?2 H#|BHt#L;fco S 
<bLfc^jS^^2-7 0 n/sV-;v^Jnx.T^ H H H ^?i^L. 2-7n/NV-;K 
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O 

Bl!,£200~203 , C 

lH-NMR(DMS0-d 6 ) $ :2.43(3H,s), 7.53(lH,d), 7.65(lH,d), 7.9l(lH,dd), 8.68 
(lH,d), 8.77(lH,d), 9.33(2H,s), 9.47(2H,s) 
[0 0 4 5] 

ZDH4 

*it&m*. Jem mw&Mm2 7 0 6 6 8 2^) mww-xm-mzm&L 

tz 0 I®3t1#f)ti^l-^f;V-4-^hn-2- [4- ( 5 - \£V $ 
) fefy v/>-2-^^75y] ^>4r>l. 9 5 g£^ *7-;V3 0 Om UC 
MM U 10 %^7y-)A^I 0 . 5 0 g LT, 4atmt3 0i; KflniS 

U 1 8B#W*fRS&&nL;fco U »ifcO»«&*JETfc§*Lfco » 

»y'J*m7A^n?f^7^tillU BflMt^O. 6 0g& 

lH-NMR(CDCl 3 ) <5 :2.25(3H,s), 3.64(2H,br), 6.43(lH,d), 6.99(lH,s), 7.01(1 
H,d), 7.14(lH,dd), 7.52(lH,s), 8.54(lH,dd), 9.32(lH,s), 9.35(2H,s) 

[0 0 4 6] 
##M 7 

4-^^;i/-3- T4- (2-^7^) }£V<i?>-2-4)l'T$;^ T- 

xei 

3- jVA±JkTAJ_). -1- (2-bTvv~;v) - 2 --fu^y- i - £ y 

*4£&mt, Xm (#W<2r#0 2 7 0 6 6 8 2^) IB^O^lcmCT^t 
tzo 2 -T-fe*-/H*9 v> 5. o'OglcN, N-^f^^TU' v^^- 

;v r * 9 -)v 5 . 37 g zmm u 1 9 ftfgi&n&aHft Lfco bu&9l*w&&> 
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lH-NMR(CDCl3) ^ : 3.01(3H,s), 3.21(3H,s), 6.36(lH,d), 7.95(lH,d), 8.61(2H 
,m), 9.33(lH,s) 

[0 0 4 7] 

1M.2 

i-^fjv-4-^fn-2- U- (2 -tf ^v^;!/) ^y>-2 -^f;v 

:£m (*ifr&«*2 7 0 6 6 8 2t) mm^m^m^xmikL 

fzo XfIl-e#^tL^3- -1- (2-t?7^) -2- 

yn^v-l-^^2. OOgSfl- (2-^f;v-5-->D7x-;l/) ^ 
7~v> (#^<2r^0 2 7 0 6 6 8 2 -t) 2. 9 0gi2--/n;V- 

;v 2 3 m i tw&ffl U ^mit^ h; * a o . 50g £«] lt\ 2 o B#r*1in§l^t 

iu 0 aefcfciWfrifL ^fmL^ B B H ^TOL, j&*jMi3. 2 5 g ^#^ 0 - 

tL&*un*;vA-**y-;v (2:1) te$gF#Lfc&, ^$&**»*U M$ 
^II±IlLt, g fi«Kfc#» 1 . 9 3 g Srf^-fefSJI t Lxmfco 
2 0 7 ~ 2 1 0 *C 

lH-NMR(DMS0-d6) * :2.44(3H,s), 7.53(lH,d), 7.74(lH,d), 7.91(lH,dd), 8.71 
(lH,d), 8.81(3H,m), 9.34(lH,s), 9.47(lH,s) 
[0 0 4 8] 

131 3 

4-7^-;i/-3- U- (2-lf7y^V) e !J 5 v>- 2 -^;V7 5 ZJ T- 
iJ > 

£1$; (#IH2r$ft#2 7 0 6 6 8 2f) IBt^M^CtML 
fco X5g2-e#P>tL/i 1 -^f;V-4-->n-2- [4- (2 - 

\£ v * yy- 2 ;vr * y] ^>-tf> l . o o g£^*y-;v5 Om l 

U 1 0%/^y^AR|l 0 Omg^gsiL-C, 3atmtl4HS, 
3.4 a tmX^hKAnni^mmwLtZo ttflt«rit*U ?&*£0?#gS£$cJET 

iH-NMRCCDCls) <5 :2.27(3H,s), 3.69(2H,br), 6.43(lH,dd), 7.00(lH,s), 7.02( 
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lH,d), 7.60(lH,d), 7.70(lH,d), 8.58(lH,d), 8.67(2H,m), 9.60(lH,s) 

[0 0 4 9] 
##$18 

3- U - (6-^nnn°')y>-3-^;v) bf *J 5 y 2 ->f ;V7 s 1. 1 - 
ZDUl 

5 -r>fe^;v- 2 — » nntf^) yj> 
WUM^n^^Al. 8 4g^h^>2 0mU:IiU 

^ > 9 . 4ml 4 . 4 6 g £Jffi^» Lfc 0 ^.UV 1 

. 5IW»L7^ 6-^nn^nf//f;^D'JK4. 8 4g<Of;Vx>'l 

mi om i ^2 o^worFu m.^^^^2mmm,PFLfzo l^mme 

Oml ^Jnx.T4«Sl^ 7K/i^^L/io ^teZbKV^fr^-T-^mm 
K-tK ( 2 5 m 1 - 1 m 1 ) U 1 5 0-1 6 0 2 ^F^D^m 

ttj& 101 — 102 °C 

lH-NMR(CDCl3) d !2.64(3H,d), 7.45(lH,d), 8.20(lH,dt), 8.94(lH,d) 
[0 0 5 0] 

Xfl2 

l- (6-^aab:°'jy>-3-^;v) -3- (i?**)\sT$ s) - 2 -v'p^ 
>- 1 

^ft-frWtt, (#^<2r#^2 7 0 6 6 8 2f) fB«c<7>3f&K*£ CT®Bi L 

fz 0 X^l-et#^ttfc5-T-t^-^-2-^nnii 0 U v>2. 6 8gfcN, N- 

>^ r ^ K 3?* r-t * -;v 2 . 2 6 g Srv^iin u 12 Btnafln 
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Rfe& 1 2 2 ~ 1 2 3 r 

lH-NMR(CDCl 3 ) * : 2. 96 (3H, s) , 3. 19 (3H, s) , 5. 62 (1H, d) , 7. 37 (1H, d) , 7. 85 (1H 
,d), 8.16(lH,dd), 8.85(lH,d) 
[0 0 5 1] 

2- T4- (fi-^nntf^y>-3-^;v> fcf U § v>- 2 ->f § y 1 - 

1 zzJLZJkzz 4 h n^>-tf> 

HI 2 h fitz 1 - (6-^nntf V v>-3--f;v) -3- (vVf;v7 
57) -2-7*D^-l-t>l. 8 3 gRV?^^m6<DJM2'?&Z>tltz 1 
- (2-7f;v-5--fn7x-^) 7T— 9 J>1. 6 9gt:2-7 p n;V- 
;H8ml **JPU 1 6B*WJnfR»*Lfco RJfcifcfciHfrlk #fffibfciNh&£ 

vh^7^ --ctt«U gfiMfc^ 0 . 9 l g lT#f;o 
1M£ 2 1 0 ~ 2 1 2 *C 

lH-NMR(DMS0-d6) ^ : 2.42(3H,s), 7.52(lH,d), 7.59(lH,d), 7.70(lH,d), 7.90( 
lH,dd), 8.53(lH,dd). 8.64(lH,d), 8.75(lH,d), 9.15(lH,d), 9.29(lH,s) 
[0 0 5 2] 

in 4 

3- U- (6-»nntfij-yy-3-^n/) ti e y 5 2 ;vy 5 /I - 

4- *^;i/T~^ > 

I5g3 T?#k*L£2 - [4- (6 -?uu\£ 'J v>-3 -'OV) fcfV^v^- 

2 -- f;V757] - 1 -7 ^;V- 4 -~ h D^>-t?> 8 4 2 mgClS|6m 1 

**jnu 5 5V~?mmmL%tfbm.ft~tir (id r.*mw2. 7s s <omM 

fff4ml ZmuLtZo 1 0 0°CtX^UL, 1 0 O'CeSkfc 1 5^ 
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flJCU gWMt6 8 Omgtttmtlt^o 

K^c 1 1 7 ~ 1 1 8 r 

lH-NMR(CDCl 3 ) 5 :2.25(3H,s), 3.63(2H,br), 6.42(lH,dd), 6.95(lH f s), 7.00( 
lH,d), 7.10(lH,d), 7.45(lH,d), 7.54(lH,s), 8.31(lH,dd), 8.50(lH,d), 9.03 
(lH,d) 

[0 0 5 3] 

##M9 

3- U- (5-^n^eeuyv-3-^;i/) § v>- 2 -^;i/T ^ y 1 - 
4 -^^;vy.=.ij > 
Iff 1 

U B«rt&&»4. 0 9 g*#frfe*Nli: LTftfc, 
1*7 2-7 4 °C 

lH-NMR(CDCl3) a :8.51(lH,t), 8.96(lH,d), 9.2l(lH,d) 
[0 0 5 4] 

32 

3 -7-bf;v- B-yn^tf') y> 

WL«-7^y-)Al. 2 4g^b^x>i3mH:I?SU 
;VT^ >6. 2ml RXf^r n >iv'if^ 2 . 9 3 g tfc 0 1ST 1 

. 5B&ma#Lfc&. Ifil7?ft^5-rD*-3fy>f ;v^m; K4. 0 
8 gOh/WOjRffijfcl 6ml Sri 5^HtT}iTU l^T? 2 Bf R|£t& 

to\Z*J*<ffr K-tK (1 7m 1 - 0. 7ml) £$S#nU 150-1 
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3 3) 0. 6 0 gfcflnxT 1 OMtL, «tt]fe*«3H& »ift**EE»»Lfc 
o ^W^y'J*y;v^7A^n-7h^77^f--eim umt&ygo. 8 9 

Wk& 8 7-8 9 . 5X: 

lH-NMR(CDCl 3 ) d :2.65(3H,s), 8.37(lH,t), 8.86(lH,d), 9.07(lH,d) 
[0 0 5 5] 

lH 3 

1- (5-7n^if')y>-3-^;v) -3- (2jL±JkZXM - 2 - t'p^ 
>- 1 n±>: 

*ib&®\±, mW&M*2 7 0 6 6 8 2f) ISmo^^mCTMjtL 
tzo 3-7*tf;V-5-yn^t*V^V (Ig2) 8 5 9mgKN, N-SMf- 
;^;VA7^ K v^^/W 7-b*-;V5 6 3mg£^;&nU INfTO^MsSL 

■k/SC 1 3 1 - 1 3 1 . 5 *C 

lH-NMR(CDCl 3 ) 5 :2.98(3H,s), 3.2l(3H,s), 5.63(lH,d), 7.87(lH,d), 8.33(1H 
,t), 8.73(lH,d), 8.98(lH,d) 
[0 0 5 6] 

2- T4- (5-^P^Etf fcfiJ 3 2-^^7*3 yl - 
1 — **?-)V-4 —~Yw<y*i> 

Xm3~?nbtitzl- (5-yn^tfVi;>-3->f;V) -3- (i^^W 
>y) _2-7°n^<>'- 1 -t>8 3 3mgRZf^m6<DJM2X«&btifzl 
- (2-^f;l/-5--bn7x-^) ^*T — i?>6 3 4mgC2 -7'd;V- 

;v7mi»u 1 7mmmmmmLfzo buswl*w&&s #fajLfcisii&» 

JRU ^xf^i-f;V«Lt, g 65 j^ft 8 2 3 m g trlf fe|g H H H t L t 
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i^2 06~2 0 8t) 

lH-NMR(DMS0-d 6 ) * :2.43(3H,s), 7.52(lH,d), 7.66(lH,d), 7.90(lH,dd), 8.66 
(lH,d), 8.74(lH,d), 8.80(lH,d), 8.86(lH,d), 9.3l(2H,s) 
[0 0 5 7] 

XfS5 

4- *^-;l/T~vj > 
TM4X*Wbtltz2- [4- v>-3 ->f/I/) 

2- ^T;VT^y] - 1 — **f-fr— 4--fn^>^>8 0 7mg«Ii5ml 
«JDU 5 5 c C^iJn^m^t^^^>m'fb-r-f (II) -7jc«?2. 3 6g<Of^ 
mmW.3. 5m 1 «Dl/co i^t: 1 0 Otlt#fiU 1 0 OVXZhlZ 1 

1il\x.Tm&it, ffiMU g W^ft 5 2 8 m g *f fe^ B H H 1 1 1#/: 0 
M£ 1 2 9 . 5 ~ 1 3 0 °C 

lH-NMR(CDCl3) ^ :2.26(3H,s), 3.64(2H,br), 6.44(lH,dd), 6.99(lH,s), 7.01( 
lH,d), 7.13(lH,d), 7.59(lH,d), 8.53(2H,m), 8.78(lH,s), 9.15(lH,s) 

[0 0 5 8] 

1 0 

3- \ A- M. 2 KntfiJ ^v>-4-^f;i/) 5 2 --f ;vt 

4- 7-bf-;i/tfi) v-Jy 

. 2 1g£N, N-y^f;V*^A7 5 Kl 2m 1 fc^flnU 6 0tt"4f|Ftt 
(RStl) o ZtitimK, 4-}£vyi?>*)l'#^m (J. Heter 
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ocyclic Chem., 1990, 27, 579-582.) 2. 0 7g&U f l, 1' -ij ;V^;Vtf 
7. -1H-^5^V-;V2. 95g^N, N-y^ 2m 1 

M^-e4B#p B m#t7t:M)S^^iimL (BOM2) , ±ffi-ePML^^JS^ 

0m 1 Zmz-r*mLfz 0 tKS*^IL> 7X®{±v^5 L ^^~-r 

tc^^^L/io #^tt/i^t/^v^^;i/^;v^^v K-tK (5m 1 - 0. 
4ml) £»IU 15 0-16 0 2 Bf^Diyf^Lfco 

A y-fu \£)V^-f-)\/^ffiftLXmMl<, Bmt^A 2 9 m g Z&m&^Mit 

m&6 6. 5-67. 5t: 

lH-NMR(CDCl 3 ) a I2.70(3H,s), 7.87(lH,dd), 9.49(lH,dd), 9.62(lH,t) 
[0 0 5 9] 

3- (V*^)VT^ J) - l- (A-Wry-M -2-^n^^-i 

*.4b&m&> xm. (#Mi2 7 0 6 6 8 2t) vsm^m^m^rmtL 

tz 0 JMlX*&btltzA -T trWA 1 OmgCN, N~v^ 

;VA7^ K v^^^ 7^r^-;V4 4 0rag»U 1 ^MAD^jS% L?z Q 

4- ^if^x-f^tfttttM U i BMb^tf 3 4 1 m g ZU&ffi 

lfc£ 1 3 6 ~ 1 3 8 *C 

lH-NMR(CDCl3) ^ :3.0l(3H,s), 3.24(3H,s), 5.66(lH,d), 7.85(lH,dd), 7.92(1 
H,d), 9.32(lH,dd), 9.55(lH,t) 
[0 0 6 0] 

TM3 

l-^fiV-4--Fn-2- U- (4-e^^v^;V) W $V>-2->( 
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x©2-e#?>tL^3- (y^f^r ^ y) -l- (4- tfi; -2- 

yn^>-i -#^3 2 7mg^O ? ##^J6<OX^2T#«b^ 1 - (2-*?- 
;V- 5 m7i^) ?~T~v>3 5 9mgK2-^n;V-A'4m 1 £$g 

int. 2 2m$mmmmLtto KfcWL*m.fti£, wffitfc»ft*«PRu 2-y 

n / nv - <^>*^ ;v ^ - 7- ^ -eM^^- L T „ SflMfrfrflM 3 7mg^f 
2 4 3 ~ 2 4 5 *C 

lH-NMR(DMS0-d 6 ) * : 2.43(3H,s), 7.53(lH,d), 7.73(lH,d), 7.93(lH,dd), 8.29 
(lH,dd), 8.73(2H,m), 9.44(2H,m), 9.88(lH,s) 
[0 0 6 1] 

3- T4- (1. 2- s JM Kntf' J ^v>-4-^;i/) e^^v>-2 — f;WT 

^ yl - 4 -y ^;vt-'J > 

Ig3f#^tL/: 1 -y 4 -~ b n- 2 - [4- 
tTU 5 yy-2-^;l/7^] ^>0 4 13mg}:lti3ml«iU 5 
5 r T^nf&m^ L ft j&* ^ mt~$-~f (II) D|C»L 5 1 g«W2ml 

*»tfco o oti-e^aiu i o ot;-c2 ^2 sfrmwmw\.tz 
o K^^Sc^m. 7ft£#nx.> i o%7jcm^h i ;^A7X^^TT;i/^ i ;ttt 

lH-NMR(CDCl3> ^ :2.24(3H,s), 4.96(2H,s), 6.37(lH,dd), 6.58(lH,dd), 6.73( 
lH,t), 6.79(lH,s), 6.80(lH,d), 6.97(lH,d), 7.41(lH f t), 7.70(lH,d), 8.27( 
lH,d) 

[0 0 6 2] 

###J 1 1 

4 -y 3 - u- (3-tf')yy^) fc^) ^ v>- 2 -4)vr s zJ z 
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IIB1 

3- (*J*m>T$S) -1- (3-}£^ W^=-)V) - 2 -y°n^>- ] 

*ik&toi*. -xm mm^mm2 7 0 6 6 8 2t) mm.^um^m^r^m.L 

tz 0 3 V y*J> (Arzneim. -Forsch. /Drug Res., 1989, 39(2), 119 

6-1201) 7 6 2mgtCN, N-^WJVA75 K ¥**f-fr 7*^-^8 
18mg**gJnU 1. 5I^Kin^MmL^o WJBWL^U^^ijy^ 

/I'-eft* t-caPR L> g 9 4 5 m g SrHttfeftr A Ltftit, 

lk£l 0 2-1 0 51C 

lH-NMR(CDCl3) 8 :3.04(3H,s), 3.22(3H,s), 6.69(lH,d), 7. 61(1H, dd), 7.99(1 
H,d), 8.27(lH,dd), 9.24(lH,dd) 
[0 0 6 3] 

1 -^^;i/-4 h n - 2 - U- ( 3 - \*V Pi?— As) fcf'J$y>-2->f 

X5glt?#f>tL7^3- (V^W5/) -l- (3-tf 1 ; ?*y-;v) -2- 
7°n^>- 1 -*>8 0 0mg^y ? ##flJ6<7)XfS2^i#f>^L^ 1 - (2 
;V-5-xhn7x-;v) ^7-y>8 7 6mg^l2 01C^3 B#H!;bn»iJH$L 
fc e gKbL7tH^m^2--/n^v-;v^ljnx.T^ H B ^bL> 2 --/n^y-z^a. 

Il£ 275~277*C 

iH-NMR (CF3COOD) * I 2. 45 (3H, s) , 7. 56 (1H, br) , 8. 18 (3H, br) , 8. 57 (1H, br) , 8 
.75(2H,br), 9. 18dH.br), 9.79(lH,br) 
[0 0 6 4] 

Iff 3 

X^2 -e#^tL7t l-^^;lx-4~-hn-2- [4- 
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try ^ v>- 2-^f;vr^ y] ^>-tf> 7 5 4mg^ ^y-;V4 0m 1 fcJR?S 
U I^ftVglt h U * A 4. 2 1 gRlKUtSbjc*^ >VfA3. 0 5g« 

A T*§ e> £ 3 0»ffi Lfc„ ^$S® ^^t>-€rT7K^^I&^n^7K-eJlS^^. fits 

Bt-e^^A-cifcfcu «jETic^srs*L^o asuit^v^m^A 

lH-NMR(CDCl 3 ) ^ :2.26(3H,s), 3.65(2H,br), 6.44(lH,dd), 6.95(lH,br). 7.02 
(lH,d), 7.54(lH,d), 7.63(lH,dd), 8.02(lH,d), 8.50(lH,dd), 8.62(lH,d), 9. 
27(lH,dd) 

[0 0 6 5] 

3 -fu^- 4 - (4-^^-;v-e^7> ? >- 1 -^OW^M -N- 14-^^- 

4-7^;V-3- [4- (3-fc°'Jy-;i/) e V 5 *J V- 2 ->f ;VT 5 J ] T 
~ij > (mt<kmM2 7 0 6 6 8 2^f) 0. 7 4 g *r*MtfcTy 2 7 m 1 fc* 
3 4 - (4 -pt^vtf^v^- l -^r;v^^;v) ^>vM ;v 

? n U K -mmil 1 ) 9 2 0 m g £^Jjn LT> 1 4 0#Fe1» L 

0 ^nn*M-yxfji/x-f;v (1 : 1) T'^U BBtffr&flH. 0 5g 

7G§ft7>Wfi (C 2 9H30BrN 7 0 • 0 . 9H 2 0£ LT) 
(%) C:59.17 H: 5.44 N:16.65 
^illUS (%) C:59.16 H: 5.21 N:16.64 
[0 0 6 6] 
H»J2 
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3- 3- K- 4- (4 v^- 1 ~<< )V**f-)V) -N- U-*?- 

HMM 1 t MW.<7)Jj&~?^ 3--7*n^-4- (4-^;vfc?^ 
y - r - ^ > n i; K zn&gg&ottfc &c 3 - =r - K- 

4- (4 l ^vvM^^nv k ^^^±1 

)H-yxf;Vx-f^ (111) MXz-XJ ? S -frX-ffi&LtZo 
Ttmfttirm (C 2 9H30lN70^ It) 

BUMS (%) C:56.23 H: 4.88 N:15.83 

^iPJJ'fii (%) C:56.13 H: 4.94 N:15.80 
[0 0 6 7] 
^»!13 

.s-^nn-4 - (4 -7^-;vtf^^ y>- 1 -^f;i/^^-;i/) — N— 

;v-3- T4- (3 -fcfM ejj 5 S^-2 -^f;i/T< 71 -7^~;U ^ 

^b^%ti> Ili&M 1 i: |WI#^^\ 3-/n^-4- (4-^;n^9 
v y - 1 -^f ^> y>f n K n^St^Oft*) l?K3-^nn- 

4- (4 -^^;vtf^vv>- l ->f;v^^;v) ^> m; k nmMi^ 
(##^J3) £JBv>T5!^IL£o fc/iU RlStimSt? 2 4 Bf FltTo^o 
Tclt^ltt (C29H30CIN7O • 0 . 6H 2 0t It) 
ft^^t (%) C:64.64 H: 5.84 NH8.20 
(%) C:64.62 H: 5.60 N:18.23 
[0 0 6 8] 
H«IJ4 

3 -y)V*v- 4 - (4 -^;n^^ y>- 1 -^;t^-?-;M -N- U-^ 

^-;V-3- T4- (3 -tf U^-jl/) gij $y>-2-^Jl/7^ 7l 
*tt^tKi> 3£MM 1 t mM<D-ft&X\ 3-yn^-4- (4-^f^e^7 
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-4- (4 l ->f;v^;v) ^ > V*W ;v ^ n y K — ffi® 

(##W4) £fflv>T*lj&Lfco fc**U SJ£l4Sa , C2 28#ffl 5 fTo£ 0 
7C3!f^*fffi (C29H30FN7O • 0 . 3H 2 0t LX) 
ffoHl (%) C:67.37 H: 5.97 N: 18. 96 
£3141 (%) C:67.36 H: 5.96 N:18.93 
[0 0 6 9] 

- \A-**f-)V- 3 - U- tfya- y?>-2-^;vT5 7l 

*ik&mi±. mmmi tmm.(7)ifmx^ 3-rn*-4- u-^/nf-*? 

v> - 1 - >f ^ W n y K Zl^^o^t? \z 4 - ( 4 - ^ 

f;i/e^7v>- l -3 - h y 7 fr-^u ff-)\"<yV'< )\<?uv 

K (##M5) ^iv>tliiL^ fcfiU RJES»±aa-C 2 2 HfHfT 

7C&#*H£ (C30H30F3N7O • 0 . 3H 2 0hLT) 
ft#HI (%) C:63.55 H: 5.44 N:17.29 
£384IS (%) C:63.43 H: 5.37 N:17.29 
[0 0 7 0] 

mm 6 

4- (4 — *^-)V\£^*Jy- 1 ri^Ljk2L£2k) — 3 - h 12 ~7;v^-n ^ -f-^-N 

- U-^;l/-3- U- (5-fcfy H21 5, Vy-2-4)\/T\; 

*fl*fr*tt^ »M 1 £ I«im<7)^-e. 3-7n*-4- (4-^f;Hi'^7 
v y- 1 --f ^>vM n y K — t&Bfeffi^*> "9 4 - ( 4 

^•;i/tf^^ v>- 1 -3 - b V 7A'*n^fM , /^^ny 

K rMI (##M5) £ffiv^ 4-^^;v-3- [4- (3-tf';^-;v) 
try 5^>-2--f ;vr* /] T~y y<D\Xt> tyKA—t — 3 — [4- (5 
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7Gf!5MHii (C29H29F3N8O • 0 . 2H 2 0t LT) 
tmm. (%) C:6L52 H: 5.23 N:19.79 
mmW. (%) C:61.37 H: 5.24 N:19.81 
[0 0 7 1] 

3 --yu^e - 4 - (4 v>- 1 -^f;i/^^-;v) — N — 

)V- 3 - T4- (2 -e^-^ ■=.;!/) bf u 5 v>-2 -^;i/T^ 71 ^ 

^t^tfi^ ^d&Ml h|WHtO^T% 4-^^-3- [4- (3-tfVv* 
tfV 5v>-2--T;VT^ 7] T~V y<DiXt>y) C4-^f^-3 - [4 

- (2 -tf^v-;v) ei; 5 v>-2--f ;vr^y] T-UV (##$17) 

Ttmftffim, (C 2 8H29BrN 8 0i: IT) 

ft^'fit (%) C:58.64 H: 5.10 NH9.54 

nmm. (%) C:58.41 H: 5.11 N:19.24 
[0 0 7 2] 

mmms 

3 4 - (4-^^ L ;vif^vv ? >- 1 ^QoLfLjk) -N- Is - f4 

- (6-^nPtf')y>-3-^Jl/) tf *J < v>- 2 -^;VT ^ 71 -4-7-?- 

3- [4- (6-^nnifiJy>-3-^V) fc°V ^ W- 2 ->f ;VT S 7] 

- 4 —ff'Jl'T~V y 8) 629mg^T-feh^h i ;^7ml tcffiffl L 
„ 4-S?^;l'TS7 \£Vi?>2 AmgRZPN, N-yM V7°nii>-N-xf 
;V7r/l. 1 5ml *0&i6Jnb:fco fc^tWT* 3-7*n^-4- (4-^ 

9 7 9 m g £ 5 -OSIifllU *t&4rt±i*LTM-C 1 ftmfflfrhtio KB 
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9 3 9 m g *Batfe#5fe ^ br#fc 0 
TcS^^Ht (C 2 9H29BrClN 7 0ai L*C) 
tf^-fiS (%) C:57.39 H: 4.82 N:16.15 
$mW (%) C:57.07 H: 4.75 N:16.09 
[0 0 7 3] 

3 -7'n^&- 4 - (4 -^f;i/^7^>- 1 ->f JV^;M -N- 13- T4 

- (5-^p^ee^y>-3-^;i/) e^^^>-2-^;i^T^yl -4-^ 

*f&fr»«\ mmmstmm<o^mr^ 3- [4- (6-^nnfjy>-3 

ey ^ v>- 2 -^;i^r^ y] - 4 -y^vr- 1 ; ><Dftt> o k 3 - [ 
4- (5-7ntifv^>-3-^;v) tf 1 ; ^ v>- 2 --f ;V7 5 y] - 4 

W>Ltz 0 

Ttmfttirm (C 2 9H29Br 2 N 7 0 • 0 . 3H 2 0£: LT) 
ff-JM (%) C:53.03 H: 4.54 N:14.93 
(%) C:53.07 H: 4.53 N:14.70 
[0 0 7 4] 

mmm 1 0 

4- (±- *?-)V\£^*7~Jy- 1 -;()V*+)V) -3-fi)7Mn^f;i^-N 

- 13- T4- yv-3~>fju) tf ]} s. 2 --^;i^t ^ y 
1 -4 -y^-;v7^~;M ^vX7 ^ K 

^fc^tt, ^»J8 tlSI^O^-e. 3- [4- v>-3 
--f;v) e>jV7^-2-^;V75/] - 4 -y -^T-'; i/<DiXt> *9 K 3 - [ 
4- (5 -7*ntb''J v^-3 ->f ;v) tf V ^ v>- 2 ->f ;VT ^ y ] -4-y 
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^-;VT-V> 9 ) &JBv\ 3-/n^- 4 - (4 ^/Hf^S^- 

l->f;v^^-;v) /^vM^^n'j K zittgftftoftfr 4 - (4-y^;vtT 

x£53**HI (C3oH29BrF 3 N 7 0 • 0 . 7H 2 0h LT) 

ft^ii (%) C:55.17 H: 4.69 N:15.01 

mmW. (96) C:55.16 H: 4.57 N:14.94 
[0 0 7 5] 

mum 1 1 

3 4 - (4-^^-)V^^. 1 7-Jy-l-4 — N— 13- T4 

- (l. ^/-4-^;v) t°y § 2 ->f ;vt 5 y 1 - 

*ffrfrto*i, #lMm^^<^r&T\ 3- [4- (6-^nnif'j v>-3 

-j)v) try ^ v>- 2 --f ;vr^ /] -4-^ ^;i/r-y y<D\xt>*) K3 - [ 
4- (i, 2 -vt kd try yvy-A try ^ v>- 2 -w^rs /] 

_4_p(^-;V T - 1; > (###1J1 0) £JSv>T§£jtLfco fcrtfU IffiliSIx 

TC^^f'fii (C 2 8H3lBrN 8 0 • 0. 8 I (CH 3 ) 2 CH| 2 0£ tt) 
ff^^i (%) C:59.94 H: 6.47 N:17.05 
MMU (%) C:59.51 H: 6.30 N:16.80 
[0 0 7 6] 

mmm 1 2 

3--7 > n^e-4- C4 -y ^i/t'^-^v- 1 -^f;i^ — N— U-y-^ 
;v-3- f4- (3-tf'jys;-ji/) tfy ^v>-2-^;i^T^yl y^-M 

HtM8 £|1«07j&T, 3- [4- (6-^nneyv>-3 
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^;v-3- [4- (3-ev^-/u) tfy --<;VT^y] r~';> 

(##$11 1) ^fflv*-c«BSL^o fciEU y'J*^*7A^nvl>^77^ 

5B«^«Hi (C 2 8H29BrN 8 0 • 0 . 1 H20 1 1 X ) 
ft#>fit (%) C:58.28 H: 5.13 N: 19.42" 
(%) C:58.24 H: 5.00 N:19.48 
[0 0 7 7] 

mmm 1 3 

3-^P^e-4- (4 —**)l'\£Uz?Z'- 1 zi^Lik2L±ik) -N- \A-**h 
jy-3- U- (5-e^y~;v) g]j 5 y 2 ;v7 < y 1 -7^^;vt 

4-^^;V-3- [4- (5-tfV 5>^-;V) fcf'j $i?>-2-4 frT<y] 
T~i)y (###!I6) 150mg^N, N-y^f;^^7^ K4mlC?li 
U 3-7'u^e-4- ( 4 - ^ f ;v 7 y > - l - ;v ^ f ^) ^If t — 

mm.^. (###U 1) 2 5 5 mgP'f V if^7 r/109mg ^M^dJOLfc 
o mMU^M^mWL^^h, y7At^^>IyWl 0 6mgWJi 

^H7K^^f0^:m7K^±h , ;'>A7XYM^*n£^ ^nn^;vAT^mL7t 0 Jfi 

ft^y'J*^^7A^D7f^77^-«U 4 0 m g 

»tt, BfiMfrg^ 1 4 7 m g **Jtfe»*fc LTfcfco 
5£*fl*rlt (C 2 8H29BrN 8 0 • 0 . lH^fcLT) 

fUTffi (%) C:58.46 H: 5.12 N:19.48 

mmm. (%) C:58.21 H: 5.02 N:19.30 
[0 0 7 8] 
tttfcfflll 
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10% (v/v) ^H&^JfiL* (FCS) (SigmattS) &^irRPMI-1640i#il!j (Sigmatt* 
) (RPMI-1640/FCS) KXMttbft^, M&*i?fi$^&&K562#l8I& (American Ty 
pe Culture Collection*^) ^RPMI-1640/FCS^ ICT5,000 cells/well b% 
Si^C, £fcU937« (American Type Culture Collection^) £4,000 ce 
lls/wellfc&& J: 9 £96 f&V- h (costard) £100 /(lfollU C0 2 
^ >*.3.^-*-fi-e- Bfcig#L£ 0 m^tJ«r^M^E^1000^Jt^v^^ 
;V * * v K (DMS0) (nacalai tesque*±§£) £ Tig LRPMI-1640/FCSJ§% 
HT500^^m> 100 ^l-f^iPLC0 2 ^> d r^^-^-I*I'e^*L7to 72B# 
f^#i> ^.m^^^mUMXh^Cen counting Kit-8 (5 mmol/1 WST-8. 0.2 m 
mol/1 1-Methoxy PMS^ 150 mmol/1 NaCl) (Doj indo?±i£) =Sr20 /uHT^ML 
tzo C02-f y * ^ ^- * - ft^3Bf I^M-feM^ WST-8«fl&l*jm7Kiti£3t k £ 
^Mx^^l-^*^^ ><?>450 nm£^t&l&:)fc^£^^^^#^ 
ARVOsx (Wallacf±§£) UTiiJ^L^o 
[0 0 7 9] 

0.1%<7)DMSO*-^tfRPMI-1640/FCS^%^T, 72B#f4 C0 2 ^ 9 -rtT 

^*m^M^ffitT^^f|5fi^«J^^^MWtlJ^ffl^0%t » 

^aLrv^v^eo^E^ioo%^ lt, log (M^/ (ioo-ia#^) ) 

K^HLTlog condign y h LTIC 5 o'(fi&l£ai L*r 0 ^M*^ 1 ^^"t* 

O 

[0 0 8 0] 

tllitUtt, 4- (4--)<f;V^7^V-HWf^) -N 
-[4-^^-3- [4- (3-t''Jy^V) b°'J^7>-2-^^75/] 
7i-^]^vXT^ K mW?<&mm2 7 0 6 6 8 2f) £ffiv^ 0 
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K562 


U937 *HJ5S 


Jt (U937 *BJ}3 




(IC so ffi) i 


(ICsoltt) 


/K562 fflfa) 


mmm 1 


0. 0022 


4.80 


2181. 8 


mmm 7 


0.0054 


6. 51 


1205. 6 


mmm 2 


0. 0023 


3.34 


1452. 2 


mfe^a 3 


0. 0046 


5.01 


1 AQQ 1 


Htt09 1 3 


0. 0012 


6.20 


5166. 7 


mmm4 


0. 033 


12. 40 


375. 8 


mmm 5 


0. 0008 


3.99 


4987. 5 


mmm 9 


0. 0017 


1.86 


1094. 1 


%JK0l 6 


0. 0005 


5.39 


| 10780.0 j 


^SlStfiJ 1 0 


0. 0014 


| 3.27 


2335. 7 


nmrnm 


0. 13 


17. 8 


136. 9 



[0 0 8 1] 

_hi m 1 tc^-r x *) > iz&& it^mm^ bcr-abl^v 

cr-ab Lm&mm-cb*). m37mmimmfamnm%v>Mfcfrbw$LLt:m 
tt^BCR-ABL Brttfflwa-c* & o 

mmmzMir^mmmmnuitm (U937m/K562«) £H-c&, atjuaswfc 

[0 0 8 2] 

«J#!l 1 

1 #E80mg 4* 

^U&08 1 <Dit^ 5. Omg 
h ^nrz 46.6mg 
jgiH-te^n— 24. Omg 

J ^-)V^z)VU — 7. 4. Omg 

^fT'JViv^i/'JA 0.4mg 
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mmm 2 
^^ij (rtJKft) 

fts^ 1 fe80mg *t> 

IIfi2<7)jM 5.0mg 

b^^D^yif 46.6mg 

^^•fe^n-^ 24.0mg 

^f^-b;i/n-^ 4.0mg 

XtT'J ^Ifcv ^ * v ^ A 0. 4mg 

• [0 0 8 3] 
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ms] (i) 

[ft 81 




r1 /CH 2 



(i) 

R 3 fi> 3-^i;^;k 4-tfi;^-;K i, 2 

-try * xi±2-if9^m^t) -ei^^^T^Kiffrlttf 

o 

*&m4t&fo \±> BCR-ABLf ny>^r'j •*£ m^ffl t L T^ffl X*$>2> 0 
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